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SIR: 



■ Full benefit of the filing date of International Application PCT/JP99/04977 filed September 10, 1999 is claimed pursuant to 
the provisions of 35 U.S.C. §120. 

□ Full benefit of the filing date of U.S. Provisional Application Serial Number , filed 9 is claimed pursuant to the provisions of 
35 U.S.C. §119(e). 

□ Applicants claim any right to priority from any earlier filed applications to which they may be entitled pursuant to the 
provisions of 35 U.S.C. §119, as noted below. 

In the matter of the above-identified application for patent, notice is hereby given that the applicants claim as priority: 

COUNTRY APPLICATION NUMBER MONTH/DAY/YEAR 

JAPAN 10-264252 September 18, 1998 

JAPAN 11-169419 June 16, 1999 

Certified copies of the corresponding Convention Application(s) 
■ are submitted herewith 

□ will be submitted prior to payment of the Final Fee 

□ were filed in prior application Serial No. filed 

□ were submitted to the International Bureau in PCT Application Number . 

Receipt of the certified copies by the International Bureau in a timely manner under PCT Rule 17.1(a) has been 
acknowledged as evidenced by the attached PCT/IB/304. 

□ (A) Application Serial No.(s) were filed in prior application Serial No. filed ; and 
(B) Application Serial No.(s) 



□ are submitted herewith 

□ will be submitted prior to payment of the Final Fee 
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RgJiTK^M^*, ^f^i/S, x^;i/*, >fy^n hr/i/2£#e>jBHMx« 

R 3 &tfR 4 #*e^*«*©##fflSfci: (R) , (S) £v^tt (RS) ©v^-fti 
fib. R r R 2 ^ R 4 > Rg^H^pJCzKaRfi^ R 3 A^f ^IT'^^oR 5 *W 




COORy 

CO — NH^C-^Rg 



COOH 
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[if^2] R^^h^ps/^ r 2 ^tK*M^ R 3 #*^;i/*. r 4 #* 

[»*«3] R^**]^, R 2 ««*Bii£. R 3 #*^;i/*, R 4 ^7K^ 

[»##5] R^^h^fS/g, R 2 *^tl, R 3 #*^;i/«, R 4 ^^ 
[ff^6] R 1 ^7K^S> R 2 #*b3r*/«, R 3 #*^;i/*, R 4 ^7K* 

R 5 #p -n Kn^s>"<>^;i/g, r 6 a^tK*M^ r 7 *M^;i/»t* 

[M^8] r^* h*rism. R 2 &7kmm^ r 3 #*^;i/«, r 4 #* 
R 5 f)^>^jvm. R 6 tf7kmm^ jk^Rj-^^^^mv^^m^i 

R 5 tf<>pjvm. R 6 t>^mm*> &tfR 7 #*^;i^-e&§ii:£^ifB* 

[TOio] R^y^mm. R 2 tf* b*i/m. R 3 *^^;i/& R 4 #* 

R 5 tf<op»m. R 6 tf7kmm^ %.&R 7 tf*?')vmT*&z>m^i 

[fMll] R^* h*ri/m. R 2 #7k^«. R 3 #*^;i/«. R 4 #* 

R 5 tf<yts)vm. R 6 tf7kmm^ &zfR 7 tf*n\,m'v&2>m&T%i 

2 ffi|E4#^ 11-3036511 
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R 5 *^>^;i/S, R 6 #*^;bg, &tfR 7 #*^;i/*^&3si^ 1 

[0 0 0 1] 
[0 0 0 2] 

113 9 1 JCtt, 7^^r-A®7^ ;l(C7;^^II:iAbfe 

N- (3, 3 -S?**A/'73-J\/) - L- a -7X/^f^/] -L-7i-;V77 
-> l -*^;i/x;*^/i/*e&y, f i»Slii/a-^n-^©l 0 0 0 Of i:i 
©SftT^S (2, 5, 1 0%O)iy=L~^U-^WLhitW) . 3, 3-*?*^ 
;i/?^;i/gJ£A*Mc 2 0S^<Z)Sil«$:#AbfeTXA;i/^-A^##:^ia«3ti 
TV*&#, ^tie>©"H-l5fc^»-r^T 2 5 0 0 fJ£*T £ £ tlT VN& 0 T;i/3f;i/S£ 

iT3 - (gm^ac-;i/> tr^s&^-rs^^^ia^^tiTVNS^. n- 

[N- (3 - 7i~;b^D — L — a — 77^"jl/f A] -L-7x_;i'77 

- > 1 - ^f;n^f;i/^f*H 5 0 0«, N- [N — [3 - (3-*h3f 

3 ffilEfS 5 ! 2 - 11-3036511 
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i/-4-kh*n*i/7x-;i/) ^ntr;i/] -L-o-n/Wi/] -l-7i 

1 - ^f M^f^W2 5 0 OitStlt^'J, N- [N 
- (3, 3 -V^Jb-ftJ-M) - L- a - L-7xnjl/77- 

y i -^^;i/^>?.-5 L ;i/© i o o o ofe\z\%Jk\£-&^<, X, 3 -7x^;i/yn if 
;i/g<Z>3 -&{cHlc*^;i/*£#Abfc7£tf>, 3 - -y n — JVf^JVm&TfrlrJV 
S£bT#£oN- [N^- (3 -Vol — ;V7*f;i/) -L-a-rX/t^fjb] -L 
-•7ai-;i/r^ — > 1 -^^^l/aiX^;!/©-^^^ 1 2 0 0#^^4XTJ3*J, 

fcWi:L/tN- [N — (3, 3 -V^J^-f^M) -L-a-7X;f;i/f^/] - 

400 om£m&-ztiT^z>o 

[0 0 0 3] 

[DStg#8¥&: u <t e> ^tsra 

Sc^ttJCflEtu _blHN- [N — (3, 3 - 
L-o-r^WM - L-7i-;i/75-> 1 3^ X"r)]/£A±<D-& 

L L T & n V -tm#J Z> ^ £ ic & 3 „ 

[0 0 0 4] 

i£VH;j:3 -fetCT;i/=3f;i/SS:f£o 3 - 7 2 - ^— 

x -;i/77-> ^^-;i/ni^^;i/a5^$:fi&«)r ^ ^l^^lx•^;l/-ee^^l^fc^b-^• 
^) ©TXA"^^r>^^_t{ca^o3, 3 -^r;i/^p;i/- 3 - 

) 7°aif;i/S, J&V^;i:3 -/Vl/3f;i/- 3 - (tt^^n:^;!/) 7"D fcf;i/^£^Ab 
Ttfflclg&W^fcjig*, tflJMWCDj&Tf-tffiN- [N — (3, Z-*J**fr~f* 

;b) - l - a - -L-7i-;i/77-> i 

4 ffilE#¥ 11-303 
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[0 0 0 5] 

[ft 2] 




COOR7 

R 3 CO — NH^-d-^Re 

C — CH 2 — CH 2 — NH^-C-^H R 5 (1) 

R 4 CH 2 

I 

COOH 



[0 0 0 6] 

R r R 2 &^;ft^n$[:ftLT^T. (H) , (OH) , 

*h*ri/m (OCH3) %.Z*3ih*i/& (OCH 2 CH 3 ) ■frbmiZtl&WWkM. 
XliR^Rgfctt— ^JC^oT^^l^>^^^S/» (OCH 2 0) ^tl^tl 
m-t* R 3 te*^;i/S (ch 3 ) , (ch 2 ch 3 ) , n-^ntf^S (C 

H 2 CH 2 CH 3 ) V^Olf;i/S (CH (CHg) 2 ) & » tftl S flMftH, 

R 4 i±7fciSM^\ *^;HE, n -z?u v ~7u tf;i/»^e> 

m&fr&U&m, XliR 3 i:R 4 li- $£&C&oT, :n^l/>« (CH 2 CH 2 ) , h 
U^^l/>3£ (CH 2 CH 2 CH 2 ) , (CH 2 CH 2 CH 2 CH 2 

) j&tf^y&^j-vym (ch 2 ch 2 ch 2 ch 2 ch 2 ) fe-tti-en^'r- r 5 » 
*3ltS^\ (ch 2 c 6 h 5 ) „ p-tKn*M>s?M < CH 2 C 6 

H 4 -p-OH) , S^n^ ^/l/^/I/H (CH 2 C 6 H n ) „ 7i^M (c 6 

h 5 ) , */& n^\^r^;i/* (c 6 H 11 ) , (ch 2 ch 2 c 6 h 5 ) 

. t/^n/\^^;i/oi^;i/a (ch 2 ch 2 c 6 h u ) ^^mitn^mmm^m.-t. 
(c (CHg) 3 ) frbmitnzm&mzm-to r 3 *:r 4 #m&&»-£\ r 3 

5 ffiHW^ 11-3036511 
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R&R /j ifit&&'t&m3k<z>iLftmm\* (r) > (s) mm. (rs) 

R r r 2 , r 4 , R 6 t>mmz7Kmm^-> r 3 #*^;i/*&, ^or 5 ^ 

[0 0 0 7] 

2 ti s ik&wjkxf* (Dm.tf& $. tie . 

[0 0 0 8] 

[i] ±m— (i) r^^tisfbiir^ic^T, r^tK^*, 

fr£>3gk£tiS«glS, R 4 tt7K^M^. cn^;i,^ n -yn tr;i/Mt 

tf-f y^atr ;i/Sfr*>il litis xteR 3 t R 4 £«:— $tc&oT, 

/\^r$/;i/x^;i/S*^^^tiSS^ISTS>*;, R 6 tt**iS^ x^- 
n-^ntf;i/^ >f v yntf^^t^t -^;i/«*^5§iiti-5*SI«T^S'ffc: 

[0 0 0 9] 

[2] _tffi-«5£ (1) T^StiSfblir^lcfc^T, R 2 #*^g. *h3f£/g 
x b^-Ssm-frbM litis StS. R 3 li^^;i/», x^;i/^, n-^nfcf;i/^ 
n-yn if ;i/tt&tf-f v^"n ¥;vmfr zm&n&n&m. X&R 3 h R 4 «:— lite 

6 mU^^- 11-3036511 
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:n^;i/S> n-^Dtr;i/«, -f v^nt^i/S&tft -^;i^^e>sg litis 

[0 0 10] 

[3] JigB^IS^; (1) T*a*3*lS £V*T, Rgtfx^Jl/S, n-^n 

3cism-frt>mixnz>mm& x\tR 1 nR 2 t.u—miz^'Dx^^uyp^^iy& 

o 

[0011] 

[4] JfclB— jK5£ (1) T^^tiS^^lc^v^T, R 4 #*^;i/«, x.^;i/^ 

7 aill^^ 11-3036511 
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m tin s tis-e & s 

[0 0 12] 

[5] _hlH-^ (l) T*^£*i<Mtiir%lcfcv^ R 5 #7fciiiMd\ S/^n's 

R^**^, x^yvs, n-yntT;i/gX 

ii-ryyntf;i/a^e>^iitis*ma> X&R 3 £: R 4 «-Mic^oT, x^u> 

[0 0 13] 

[6] JtlB^JR^ (i) T^^ti-s^-^^jicfeVAT, R 6 #*^;i/«. x^;i/* 

& x h S/3|3^ & 31 tfti £ X ft R x h R 2 £ tt— » &oT)ifl/>i/' 

rt-^fS/ilTf&y, R 3 #*^;i/*, x^-;i^ % n-^ntf/bg&tM* v^ntf/i/ 
xtt-r y y'n bf;i/**^®«tisgm*. x&R 3 £R 4 te— mzt^^x. x^u 

^£/;i/X^;i/gfre>^k£ft£«^ST*&*J, R 7 &*^;i/g, x^;i/S, n- 

8 ffi|E#? 11-3036511 
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o 

[0 0 14] 

[7] _h|B— ffi& (1) T^$tl<5 J f[:^^CfeV^T, Rjtf* h*isM. r 2 *v*K 
^JS^, R 3 *«*^;i/as, r 4 ^tK^M^ R 5 *^>^;i/*, Rg^TK^M^-, %. 

[8] ±ia— jR^c (i) T^£*iMfciir#icfcv^, r^**©^, r 2 #*^ 

R 3 #*^;i/«, R^^KiRjSC^ R 5 *^>^;i/S, RgtfzKHMC^ &tfR 
[9] ±83— «5£ (1) -e^Stl^^^iC^3V>T, R^tMS, R 2 *^h^P 

R 3 #*^;i/», R^TMtf^ r 5 a^>^;i/», Rgj^**®^, Jkx$ 
r 7 # * *e & £ f fc-^ft . 

[10] ±13— ffi& (1) T^S^S-ffc^lC^T, R^^h^fS/H, R 2 # 

Ttamm, R 3 ^^^jvm, r 4 ^*^m^> r 5 #^>^;i^ R 6 #*iyic^\ ;& 
r 7 # >t ^ & 5 i t&m* 

[0 0 15] 

[ii] ±sa— (i) {titrate fcv>r. r r 2 #* h 

[12] ±IH— «5£ (1) T'^^tlSfb^lCfcVAT. R^^h^ri/*, R 2 # 

tK^*, R 3 #*^;i/S, -R^jfcilUK^ R 5 *^>^n/\^rS/;i/^^;i/^ R 6 # 
y^mm^ &tfR 7 #*^;i/*T-&Mtiir^o 
[13] ±82— Kit (1) X*m2ti2>ik&mz&^X. R^* R 2 # 

TKmm^ R 3 3b^^;i/». r 4 #j*^;v*. R 5 &'<>i/)im. R 6 ^mm^ 
[14] ±m-m^. (i) x-mZfrzit&WKis^T. R^^ii, R 2 tf7km 

m*. R 3 tf R A tf**Ji&. R 5 *^>^;i/S, R 6 i>^mm^ Jk& 

R 7 #*?-)vmT*$>z>it&mo 



9 
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[0 0 16] 

[i 5] ±m-m&, (i) -emzti&it&mK&^x. Rj^*ii, r 2 #* h 

^ri/S, R 3 A^^;i/S> R 4 #*^-;i/g, R 5 *^>^;ba, RgtfzMfcJK^ & 

[1 6] JifB^S^ (1) T-^ti-Mt^Kfc^T, R^* h R 2 # 
Rgtf;*^;!/*. R 4 *^^;i/*, R^-OS^S, Rg^**®^ 5: 

r 7 #* ;i/*-e & s 

[17] ±13^ S££ (1) T^3*l€>ffcllr^iC£^T, R^^h^S, R 2 # 

r 3 #*^;i/«> r 4 #*^/i/£, R 5 #^>^;i/*, R 6 #*^;i/*. & 
r 7 # * ^ Mr- & & -ftiir^o 

[0 0 17] 
[0 0 18] 

&mw<D n - y ;i/ ;i/ y :* ;i/ ^ ^ Kx^f;i/iift & y x /\°;i/-x- - 

<DMWk^*w*>. 3 -m^. i &vau 2i®r^M&jio, 3-^aizi;i/ 

^ntr^^r/b-^t K^v^tts -fefcy;i/:3f;i^£j#o 3 -7ac— /u- 

F&m,<Dmmt.m8k 1985.1.20 m?) tctottsi 

o-^s?*- a - l-t^a;i/^;i/- l -t ^ y w.^^^^^t-a/) ^y^ — 

JVm±lzm« OUM&ZW 3-&lCl&VNb2<@tf>y;i/3f;i/«£#0, 3- 

2 -^n^;i/y;i^fc K^#£i§7t;&I (M*J*N a B (OAc) 3 H) £T* 

1 0 11-3036511 
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M.JX>8$\ZT Jl^rMt (A.F.Abdel-MagidP> Tetrahedoron Letters,31 ,5595(1990 

3 -7x^;i/^n t°^>T;b^t: Ki£Wi3 -&lC7;i/3f>n/*£*£o3 
^^^STC^T^^^fcCD^T^n K^i: bTM^ e>*i#3 r £ tt%t> 

[0 0 19] 

I^Olt^iofe. M*.tfN- [N — [3- (3 -fc Fn*2/-4 

s/^oc— - 3 - l - a -yxn^ft] - l - 7x^7 

7-> 1 -^f ^/l^fMf *Ili|&7 0 0 0 Of (*f$>*g) . N- [N — 
[3- (3-tKn^i/-4-^h^i/7i->fl/) -L-a-T^AVV 

- l - 7ai— ;i/T^— > 1 - ^f M^f;i/fflf tltt$ii5 o o 0 o§ 

(Wilg) Tfeo^o N — [N — [3 - (3 h*S/-4 -fc Kn^fS/ 

- 3 - l- a -yx/\°;i/^;i/| -l-7x-;v77 

~ > l-^^;VXXfA'©pH=3. 0CE)AW:7 7 — tf», 7 2. 0° CICfctf 
5^Itt3 4. 4^F^-e$>y, N- [N — (3, 3 - V% ^)Vzf^)V) - L - 
a -7^A°;i/f;H - L - :7:n— ;i/7v — > i (m0kft~V¥ 

mm 3 i. 4.^r^) ^ra-if^-e&ofc,, 

^Lfe^^<0)!)^C!)7X/^f^^7"f K»»# (TIB— JRsS (D X*BZ 



1 1 



ffi$E#¥ 11-3036511 
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[0 0 2 0] 

[ft 3] 

COOR 7 




COOH 



[0 0 2 1] 
[^1] 





R l 


R 2 


R 3 


R 4 


R 5 


R 6 


R 7 


U-WM&! 


1 


0CH 3 


H 


CH 3 


H 


CH 2 C 6 H 5 


H 


CH 3 


16000 


2 


H 


OH 


CH 3 


H 


CH 2 C 6 H 5 


H 


CH 3 


12000 


3 


OH 


0CH 3 


CH 3 


H 


CH 2 C 6 H 5 


H 


CH 3 


30000 


4 


0CH 3 


OH 


CH 3 


H 


CH 2 C 6 H 5 


H 


CH 3 


50000 


5 


OH 


0CH 3 


CH 3 


H 


CH 2 C g H 4 -p-OH 


H 


CH 3 


25000 


6 


0CH 3 


OH 


CH 3 


H 


CH 2 C 6 H 11 


H 


CH 3 


40000 


7 


0CH 3 


H 


CH 3 


CH 3 


CH 2 CgH 5 


H 


CH 3 


25000 


8 


OH 


H 


CH 3 


CH 3 


CH 2 C 6 H 5 


H 


CH 3 


25000 


9 


OH 


0CH 3 


CH 3 


CH 3 


CH 2 C 6 H 5 


H 


CH 3 


40000 


1 0 


0CH 3 


OH 


CH 3 


CH 3 


CH 2 C 6 H 5 


H 


CH 3 


70000 



[0 0 2 2] 

1 2 0}fE#¥ 11-3036511 
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So 

[0 0 2 3] 

immm 

(HiSM i ) 

N — [N- [3- (3 -fc Kn3f$/-4-;* h3rS/7:nX/l/) - 3 - *^frzf^ 
- L- a -7XA>fM - L-7ai— A/75- > 1 - ;* ^;1/X;*-t-;K£> 

N- t -:7>#2/;&;i/3Kx/l,-0 — O-'O^jb- a — L — 7^^f ^~ L 
-7il ;i/T^ — > ^fjl/l^f;i/7 0 3mg (1. 4 ^ IC4N- 

Hci/^m>**iomim, Sfi-ei ^riafli^Lfe. £j£«&isffi 

TJc*f6U jBSfje 5 %mm^mi- h U ^ 5 0 m l £#nx., -»Bfcx*-/i/ 

-KyV)\y- a -L-7X7Uf^-L-7x-;i/77-> ^ ^I/XX^U 5 
5 7mg (1. 45^'J=E;i/) Sft^i^ftMftfcbT^fe. 
[0 0 2 4] 

JliB/3 -O-'OS?/!/- a -L-7X;^f;i/-L-7x^;i/75^> 
^f;i/5 5 7mg (1. 4 55U ; t;i/) &THF 1 5 ml fC^iU Z1(Z>^ 
?££0° CIC&ofco 34X(C. 3- (3 -'<>^t*5'-4 - ^ h**/7i- 
^) - 3- ^f^WA/fkK4 3 2mg (1. 4 5 5y=EjI/) , i|0. 

1 3 fflSEff 5 ? 11-3036511 
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083ml (1. 4 *E/b) JkZfN a B (OAc) 3 H462mg (2. 1 

-f- (PTLC) T-^^L, N- [N- [3- ( 3 -/<> 5/- 4 h 

dp^/^i^i;!/) - 3 -is-o-/<>i?;i/-L-a-7^w 

- L-7 ^—jVT^ — y l-^f^XXf;i/8 3 2 g (1. 2 5 ^ U =t)V 

) ^^^«ti:Uffco 

[0 0 2 5] 

-LiHN- [N — [3- (3 -/<>^;i/^-^r-4 h^ri/^3i^;V) -3-* 

^-/i/^/i/] -is-o-zO^-L-tt-rx/wi/] - l-^^-^t^ 

n> l-jlf;i/X^f^8 3 2 g (1. 2 £ * # J ~JV 2 5 m 1 

^*2ml(D^^tClC^L 1 0%/\°^?A^iSi ( 5 0 3 5 0m 

g$:iDxfe„ rtl$r*^^TtC^T'3^S5cLfc 0 MM*mM bTI&#, 

N — [N- [3- (3 -fc KD3fS/-4 h^r^7acn;i/) -3-*^;i/^ 
-L-a-TWf^] - L-^ain/l/T^ — > 1 -^^;i/X^5^;b4 
OOmg (0. -8 2^J^) 

1 HNMR (DMSO-d 6 ) 8:1. 14 (s, 6 H) , 1. 54-1. 
68 (m, 2H) , 2. 0 4 -2. 2 2 (m, 3 H) , 2. 24-2. 3 4 (d 
d, 1 H) , 2. 8 4 -2. 9 4 (dd, 1 H) , 3. 0 0-3. 0 8 (dd, 
1H), 3. 31-3. 36 (m, 1H), 3. 59 (s, 3H), 3. 71 ( 
s, 3H), 4. 46-4. 55 (m, 1H), 6. 60-6. 65 (dd, 1 
H) , 6. 73 (s, 1 H) , 6. 80 (d, 1 H) , 7. 10-7. 28 (m 
, 5H), 8. 45 (d, 1H), 8. 75 (brs, 1H). 
ESI -MS 4 8 7. 3 (MH + ) 
[0 0 2 6] 

(MW>m) 7 0 0 0 0fg 

1 4 &5E4f ¥ 1 1-303 
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[0 0 2 7] 

N- [N — [3- (4 hdri/^i— - 3 -L-a-T 

3- (3 -KyVJ\s**is-4 hdrt/^i-;i/) - 3 - * ^;i/:/^;i/7;i/ 
5 s t: F©^Pt>»;{C3 - (4 b^-iyy^—JV) - 3 -^^l^^l/T^^t: K 
&MV%SJ6**tt!Si6«l fcHtttltN- [N — [3- (4 h^ri/"7 

) -3-^^-;p^;v] — l — a -7XA>f;i/] - l -7 ^—kt^— > 1 

X HNMR (DMSO - d 6 ) 5:1. 17 (s, 6H) , 1.6 2-1. 
72 (m, 2H), 2. 04-2. 2 0 (m, 3 H) , 2. 24-2. 3 4 (d 
d, 1 H) , 2. 84-2. 9 4 (dd, 1 H) , 2. 9 5-3. 0 7 (dd, 
1H), 3. 30-3. 35 (m, 1H), 3. 51 (s, 3H), 3. 70 ( 
s, 3H) , 4. 4 6-4. 54 (m, 1 H) , 6. 83 (d, 2 H) , 7. 1 
4-7. 28 (m, 7H) , 8. 43 (d, 1 H) . 
E SI-MS 4 7 1. 3 (MH + ) 
[0 0 2 8] 

ttmm (*f#*s) 25ooo§ 

[0 0 2 9] 
(MMffl 3 ) 

n — [n- [3- (4-tKa^p^7x-^ - 3 — L — a — 
7^A>f;i/] — L — 7x-^/77-> i-^f;i/xxf^i 

3- (3-/<>i;wi/-4-^h^i/7i-;i/) - 3 
"tM F<JD#*3»;ic3 - (4 -/<>^;i/^-dr^7i^;i/) - 3 -^^;i/^;i/T;i/ 

Fzm^z>&>fM*mMMi nmmzLTN- [n- [3- 

- 3 -L-a-7^A>f;i/] - L -7x-^77 

-y 1 -^^;i/xx^;i/$:Si;iR^6 4. 5%t-ifti:bt#fe 0 

1 HNMR (DMSO-dg) 5:1. 15 (s, 6H), 1. 58-1. 
72 (m, 2H) , 2. 04 -2. 2 0 (m, 3 H) , 2. 24- 2. 3 4 (d 

1 5 ffi$E$#¥ 11-3036511 
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d, 1 H) , 2. 8 5-2. 9 4 (dd, 1H) , 3. 0 0- 3. 0 8 ( d d , 
1 H) , 3. 3 0-3. 3 6 (m, 1 H) , 3. 59 (s, 3 H) , 4. 46- 
4. 55 (m, 1 H) , 6. 67 (d, 2 H) , 7. 07 (d, 2 H) , 7. 1 
0-7. 27 (m, 5H), 8. 44 (d, 1H), 9. 15 (brs, 1H) 

ESI -MS 4 5 7. 3 (MH + ) 

[0 0 3 0] 
tm,g WW>m) 2 5 0 0 0f 

[0 0 3 1 ] 

N — [N- [3- (3 -* h3f$/-4 - t \?U*fi/-7 3L~)V) -Z-^f-JV^ 

;i>] — l — a -?^A>f M - L-7 jL—jiy^— y 1 - *?-)Vx.^j]/<d 

3- (3 4 h^^-y a^—fy) - 3 ~ t^JV^^-lVTA/ 

^tK©#t>UlC3- (3 h3f£/-4 -Kl/*J)\,*3ri/y aL—fr) -3-* 
^I/^^l/T^t: K&fflv*«Jg*#ttlSJ6fl!ri £|^*§HcLTN- [N- [3- ( 
3 - >l h*S/-4 - t Kn^J/7x-^) - 3 - L - a -rx 
-L-7iiA/77i> 1 -^^;i/xx^;i/S:miR^6 2. 2%T' 

1 HNMR (DMSO-dg) 8:1. 17 (s, 6H), 1. 63-1. 
72 (m, 2H), 2. 0 8-2. 2 2 (m, 3 H) , 2. 2 5 - 2. 3 3 (d 
d, 1 H) , 2. 8 6-2. 9 4 (dd, 1 H) , 3. 0 0 -3. 0 8 (dd, 
1H), 3. 33-3. 38 (m, 1H), 3. 59 (s, 3 H) , 3. 75 ( 
s, 3H), 3. 47-3. 55 (m, 1H), 6. 67 (s, 2H), 6. 8 
1 (s, 1 H) , 7. 14-7. 27 (m, 5 H) , 8. 46 (d, 1H), 8 
. 7 0 (brs, 1 H) . 

ESI -MS 4 8 7. 3 (MH + ) 
[0 0 3 2] 

(*f$>*f) 4 00 0 0§ 
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[0 0 3 3] 

N — [N — [3- (3 h3f£/-4 -t Kn3r5/:7xr./l/) -L-a 

HS£#Ii £H^$l{cLT#k0 -o-Kytfjv- a -L-yx/\°;i/^;i/-L- ^ 

^f;u^4 19mg (1. 0 9^^^) &THF10 
mllC?§fi¥U ;itf>?gS£&0 o ClC«ofc„ ZltllC, 3- (3-*|^>-4- 
^>i/;i/^-^ri/7oi— - 2-^f-;i/ftK3 0 8mg (1. 0 9 5U^ 
) , WrMO. 062ml (1. 095 V ^A/) &tfN a B (OA c) 3 H 3 4 5 
mg (1. 6 3 5U^;i/) £#|Jx., 0° Ctl^ XK^MT* 1 3df #Lfc„ 
£j£?£iCfgftJ|^>!K5?i^- h U V l±1$mWL 3 0ml SriH^. iixf^ 3 0 m 1 T» 

D7h^7-f - (PTLC) N — [N- [3- (3-*h3pS/-4 

-^>y;i/^-^r$/7 3i-;i/) -/S -0-^>^Vl/-L-a-T 

- L-7x-;!/77-> l-^fMXf^534mg (0. 8 
2 5'J^I/) ^i^Wituifc. 

[0 0 3 4] 

±fHN- [N- [3- (3 h3f$/- 4 -K>S/;i/^-^r^7ac^;i/) -.2- 
- /s -o-^:>i/;b- L-a -7^A>fM - L-^ac^;i/T^ — 
> l-^f;HXf;i/5 3 4mg (0. 8 25'Jt;i/) ?:^^;^20ml 
tTKl m 1 ©m^-^JClC^L 1 0%A ; ?VVl»m. : m (5 0%-g-TK) 2 0 0m 

N — [N- [3- (3-^h^^-4-bFn^r^7x-;i/) -L-a 
-7XW^ - L - 7 m ^l/T^ — > 1 -if ;i/X7>f^2 6 9mg (0 

X HNMR (DMSO-d 6 ) 5:1. 10 (2d, 3 H) , 1. 50-1 
. 60 (m, 2H), 2. 10-2. 40 (m, 4H), 2. 55-2. 65 ( 
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m, 1H) , 2. 8 5- 2. 9 5 (m, 1 H) , 3. 0 3 -3. 0 9 (dd, 1 
H), 3. 34-3. 40 (m, 1H), 3. 60 (s, 1. 5H), 3. 61 
(s, 1. 5H) , 3. 74 (s, 1. 5H), 3. 75 (s, 1. 5 H) , 4 
. 5 0-4. 6 0 (m, 1 H) , 6. 55 ( d , 1 H) , 6. 67 (d, 1 H) 
, 6. 72 (s, 1H) , 7. 15-7. 30 (m, 5 H) , 8. 50 (brd 
, 1 H) , 8. 7 0 (b r s , 1 H) . 
ESI -MS 4 7 3. 3 (MH + ) 
[0 0 3 5] 

W®m) 3 0 0 0 0§ 
[0 0 3 6] 

N — [N- [3- (4 h*i/-7^—fr) >^;i/] -L-a-rXAW] 
3- (3 h*ri/~ 4 -Kyp)\,*3cl/y3L-)\/) — 2 —~7"^~J]/^H F© 

#t?uic3- (4 h3ri/7^—fr) - z-y^-^^n^^m^^^itm 

ffifflS HmmiZhX^- [N- [3- (4 hurts'?*— fr) ttfr] -L- 
a -TX7A°;i/^-;i/] - L -7i^;i/77-> 1 7.9- JV&WM^ 3 7 

. 3%T*@fl£i:LT#fc«, 

! HNMR (DMSO-d 6 ) 5:1. 09 (d, 1. 5 H) , 1. 1 1 ( 
d, 1. 5H), 1. 54 (m, 2 H) , 2. 17-2. 23 (m, 3 H) , 2 
. 28-2. 38 (m, 1H), 2. 64 (m, 1H), 2. 85-2. 95 ( 
m, 1H), 3. 02-3. 10 (dd, 1H), 3. 60 (s, 1. 5 H) , 
3. 61 (s, 1. 5H) , 3. 70 (s, 3 H) , 4. 54 (m, 1 H) , 6 
. 83 ((d, 2H), 7. 07 (d, 2H), 7. 18-7. 28 (m, 5H 
) . 

ESI -MS 4 5 7. 3 (MH + ) 

[0 0 3 7] 
tfUfcK (MW>m) 1 6 0 0 0^ 
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[0 0 3 8] 

n — [N- [3- (3 - n Kn^i/-7ni^;i/) - l - a -rx^°;i/^;i/ 

3- (3-^ h^i/-4-/Oi?;i/*^^7x-;i/) - 2 -zf"r-— JV^rt Ftf) 
fib*Jic3- (3-/OJ/';i/t^i/7i^) -2-7"f-;vftK5:I^SK 
ftteMMMS tmmKLXN- [N- [3- (3-EKn^r$/7xn;i/) 
] -L-o-TXWA] -L-7i^77-> 1 — * ^;i/:nx^;i/ 

jrs(S3i. i%-zm<frnhTm& 0 

*HNMR (DMSO-d 6 ) 6:1. 09 (m, 3 H) , 1. 55 (m, 
2H) , 2. 10-2. 24 (m, 3 H) , 2. 2 6-2. 3 4 ( d d , 1 H) 
, 2. 58 (m, 1 H) , 2. 85-2. 98 (m, 1H), 3. 01-3. 1 
0 (dd, 1H), 3. 60 (s, 1. 5H), 3. 61 (s, 1. 5H), 4 
. 53 (m, 1H), 6. 55-6. 62 (m, 3H), 7. 05 (t, 1H) 
, 7. 16-7. 30 (m, 5H), 8. 47 (m, 1H), 8. 75 (brs 
, 1 H) . 

ESI -MS 4 4 3. 2 (MH + ) 
[0 0 3 9] 

■ttmm mmm) nooof 

[0 0 4 0] 

N — [N — [3- (3 -k Fn3rS/-4 h^e/7i~;i/) -L-a 

-y>w\°;i^;i/| - l - 7iui/77-> l -*^;i/:nx^;i/0>-S-j& 
3- (3 h3f*/- 4 -2-^f-;i/fnK© 

#fc»jfc3- (3 -/<>^;i/;*-3f S/-4 h^f^7i^) - 2 --f^--)^ 

t: K&Mv*5Jgil*M*IIJI5#!5 tHflllcUTN- [N- [3- 

4 N^r2/*7ain;i/) - L - a - - L - 7xi;i/75 

~> 1 -*^;i^X^;i/£3M^3 8. 8%t|fti:lt#t 

1 HNMR (DMSO-d 6 ) 8:1. 08 (m, 3 H) , 1. 53 (m, 
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2H), 2. 13-2. 21 (m, 3H), 2. 28 (dd, 1H), 2. 56 
(m, 1H), 2. 86-3. 00 (m, 1H) , 3. 02-3. 12 (dd, 
1 H) , 3. 2 9-3. 4 0 (m, 1 H) , 3. 60 (s, 1. 5 H) , 3. 6 

1 (s, 1. 5H), 3. 71 (s, 3H) , 4. 53 (m, 1 H) , 6. 53 
(d, 1 H) , 6. 60 (d, 1H), 6. 79 (d, 1 H) , 7. 15-7. 

2 6 (m, 5 H) , 8. 4 6 (m, 1H), 8. 75 (brs, 1H). 

E SI-MS .4 7 3. 3 (MH + ) 

[0 0 4 1 ] 
-femM 50000f 

[0 0 4 2] 

N- [N- [3- (3-fcKn^i/-4-^ h^ri/7i^) ^JVl -L-a 
-7XA>f^/] - 3 - is? W\3ris)l- L — T^ — > 1 - ^^JV^^)V(D 

N — t -^h^S/^l/tff— )V- 0 -O-Ky a - L-T^7A°;i/^;i/- L 

-7 3L—)IT^ — > iCN-t -^hdr^/^j;i/3^— )]/- 

/S - O a - L -7^/t^f;i/- 3 D/\^ri/;V- L -T^ — > 

^^^X^^^?:, 3- (3 h3fS/-4 -/<>^;i/7f-^rS/7ai^;V) -2 

-^^;i/^t: K©#*) y ic 3 - (3 -^>^;v^-^r$/-4 h^i/7xi;v 

) - 2 -^-r^/l/^fc F$rMVASJS4^^JfeM5 h^tCLTN- [N- [ 3 - 
(3 - t: FD^ri/-4 h^ri/^3i— - L- a -r^A;i/^-;i/] 
-3 U^i/}\y-L-T^ — > l-^f^fMM$4 1. 7% 

1 HNMR (DMSO-d 6 ) 8 : 0. 7 5 - 1. 3 4 (m, 5 H) , 1. 
11 (d, 3 H) , 1. 5 0- 1. 7 0 (m, 1 0 H) , 2. 18-2. 28 ( 
m, 2 H) , 2. 35-2. 45 (m, 2H), 2. 58-2. 65 (m, 1H 
) , 3 . 2 7 -3. 3 6 (m, 1 H) , 3 . 60 (m, 3 H) , 3 . 71 ( s , 

3 H) , 4 . 3 5 (m, 1 H) , 6. 5 3 - 6. 6 0 (m, 1 H) , 6. 61 ( 
d, 1 H) , 6. 79 (d, 1 H) , 8. 44 (m, 1 H) , 8. 80 (brs 
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, 1 H) . 

E SI-MS 4 7 9. 4 (MH + ) 

[0 0 4 3] 
Kftm (2f OTI) 4 0 0 0 0^ 
[0 0 4 4] 

(mmm i o ) 

N- [N- [3- (3 hdr$/-4 -t: FU*cis7 -L-a 

-Tx/\°;i/^;i/] -L-f ni/> l -*^;i/:nx^;i/OD^£& 

0 - 0-^>i/^-o-L-7^A>^-L-fDi/> 

V^J^mi^6£M5 £|f?I*£CbTN- [N- [3- ( 3 -* h 4 - H Kn 

xx^;i/£ifei:JK^3 7. 5%T*B*ill/tf^ 

X HNMR (DMSO-d 6 ) 8:1. 10 (d, 3 H) , 1. 5 5 (m, 
2H), 2. 16-2. 41 (m, 4H), 2. 58 (m, 1H), 2. 7 0- 
2. 82 (m, 1H), 2. 85-2. 95 (dd, 1H), 3. 58 (s, 3 
H) , 3. 78 (s, 3H), 4. 43 (m, 1 H) , 6. 5 3 -6. 7 5 (m 
, 5H), 6. 96 (d, 2H), 8. 49 (brd, 1H), 8. 75 (br 
s, 1H), 9. 80 (brs, 1H). 
ESI-MS 4 8 9. 3 (MH + ) 
[0 0 4 5] 

wwm) 25000^ 
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mm&i mmm 
mm] 

N- [N — [3- (3-tFn^i/-4-^h^e/7x^l/) 
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